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CIS*^ 1 ] -f&^ [ 1 3 



(2) 



* lit 11 

* 



6 - 2 7 9 4 4 1 

2 




[1] 



J:i>r 5 J mm.^'m.r )\'-h j ^ >vr i / Sds J:c;»SI a + i^S ; t fcW^ry' 'J •>*-;i'ST'*SIB*:S 1 12® 

^{i*H^<£«ir^i'3 + v*;u;U-;uS, «^$nTt^ ^ CI 1) 

T*)J;i/^r 5 y ^/utK-zpS^ 'm.^tiX^^Xiai.^^r [-ft 2 3 

li£«©^l:^!^o [IS*g6 3 RA<»ai$nTC^TfeJ:(,^*;i':JJ+->-'u 

[lt*S3] Rd<<£«ir;P3 + ->S. (£«Rt;w3 + -> 30 Sg«Sf£lfir;i'+;uS-e*5it*JS 1 iE«cD^b^«!lo 

SB^i£fiir^P3 + ->S, «S$nTC^T*)J:(,^*/i':l< [19*^573 R*<*^i-;K+->-'uSB«S<£8iT;i'+;t.g 

^^i-^+'WuS, ig|gr;i'3 + ->*yu;K-^t.S^ ©air [lt:*S83 9 - (4 •VT'f^ 'j + 

;u3 + ->ggj^{£8ir^U3 + ->'*;u;K-^pS, »ai$n xijT'r-f i'V^/cfi^cDHSWlCl^gL-pSifio 

Tt,^T^>J:^■>*-'^:^^+•>;^Sg^fit^^r;^3 + •>*;^:J^ [19*393 9 - t Ko + ->x i; t't^ vy^yiji-e 

{*il$nTI/^Tt>J:l-'T 5 / * /u.-K-zpS, ©ffii-^S; C I V] 

SI$nTi,>rfcJ;t,->TJ yg. i«^$nrt-^Tt<i:i<^r R'COOH CIV] 

'•^ymmmmi^ijj ^ ^t-T « ysiJckc;(iai$nT R'{iB«ss«-=&-r-5<£iiKT^u+;us. b^s 

i/^T*>J;i,>7kKS^^t>S(fni l~3ffl©B^S«-W-r ^WL.Tir>Tt)J:v><£lRr-'U3 + ->S*ii,-.{4|£^^g 

5<S8ir;i'+^uS;<£airyP3 + ->'S;<siRT;i'3 + -> 40 ^ST-ib»)^ ^g^S*<r 5 /Sx *^p.-1?+->vi'SX{4 

Sg^<£l6T^P3 + ->s ; f^ry-'j^uS : ^ v-f rv'>j *S?S^Wf Sitfi. -tn^rt^Sl^nTo^Ti^J: 

lEtt^3H*^SlE$-ti-S C iic J: 19 -HaS C I I 1] 

[19*54 3 Rd<{£aiT^U3 + ->S. (£*fiT;i'3 4->»J [■ft 3 3 




(ni3 



(3) 1#M¥6- 2 7 9 4 4 1 

3 4 

T -f •> ymmi^^m. r 't>mm^ntzr i / s> mm nmii-n. -sas c i : 
«-wr*ii^(4. pjrmtz^t). t$immm^u sic* 




[0 0 0 1 ] 
[0 0 0 2] 

• m^O&m 2 ^^i'- 9 - t K n + i/x 7*7^ ^ 

0fiSm5 1 2M) o L*>t''j:*<t>> CO^b^i^ 
tt*<?So^<i:o^-5«l,^i*<*o;^„ 9-t Ka + ->x 



cn 



? -y:? . T'u;^ (oyKv) ; XXVg. 1 4 IH (1 
9 8 5¥) ] o 9 at Ko + ->g±j:g^s^^ 

gS$n/:'fb^«3*<Jaj'inro^5 (U. S. Patent 

3. 9 3 3. 8 2 7), 
[0 0 0 3] 

[0 0 0 4] 
[^b5] 




[ 0 0 0 5 ] :^mmmit^^ C I ] ir*;i,^T. R*< «li$nTC^T*) J:o^r i y »SI$nrPTfc 

*B?S*^t>ii(in* l~31lOE^S^Wt-S<£liRrvu gg«5(g<RT^i'3 + ->/7;u;*r^;uS. r 5 y 
+^i'S*<^t/t,n, $^,ici^L<ll. imr/i^a^u 50 s. etar;u+;pr-:y A^P^ii^^PS, TJySx 



5 

^ V -fry i; ^pst r V y •>'->'uS^A<^(f 
[0 0 0 6] *%BJ©S6U^b^«!l [ 1 3 <Dtit^X\ 

in -S5^ CI n 



R-C- 



(^4^, R{i«iIIBil^.tcilT-*S) TjK$n5S*<r5 

[ 0 0 0 7 1 IIS*±gt>Jf t u^it^mt. 9 - ( 4 - 
i>\ SR*<-e©<iig4'ic;f:^Kj|ii?^Wt- -5^^. * 



( 4 ) 6 - 2 7 9 4 4 1 

6 

[0 0 0 8] *i§BjcDsw^b^^^!i c I ] iza^^x. 

s*<ift L(/>xx7^;pSis-e*s, {*tii$n/cT5 /s 
i jum. mLTJiy^ji'mx'i^m^tifzr i j mi><vf- 

^uSx h ffijffi r •> y ;pS, 7 * - Ji^im r 

+'^mx^m^nfz7mmi)<m u\ 

20 [0 0 0 9] *IIBjOg&ljjb^!K!l C I ] itrntOBXh 

ttz-^ommmiz^'^Lo z^omxh^mt lx^ 

*';t7A^yii') *4{,>i4r;p* 'j± 
*56Bj©@6<j^b^«5 c I ] a^a-^ommmiz^m 

*<^ ilUri BS/:«3»<jO. 1~5 Omg/kg. if?*? 
1 ~ 1 0 mg/k g8^i-r-SCD*<jif t U^o 

[0010] *l6HJcDSW^b^«3 C n {i> 9 - t Ko 
+ ->x i;yr^ -^vt/cW-^-OiS^-SgS; CIV] 
R'COOH CIV] 

(iCcf^ R'{ie«SS«-W-rstelgr>i'+;uSs e^s 

iE;ttis«<*iSiE;$-ti-. -fes: ci i n 
[^b7] 



7 



(5) 



1$iS¥6 - 2 7 9 4 4 1 
8 




CI I n '^mtnojsimKs&icmLx. issais^- 
*t- s c i ic i »9 sii-r -5 C i *<i? t s , 
CO oil] 9-t Kn + ->x>;7*7--f -^yt/cW-ecD 

jfiiigjjto^k^^ii CI v:i t^ii^romiosfSfis a 

1. r -tjji^'i^-ji'i^'i iyv'-/i^tit'i}<mifi9ti 
tit^m CIV3 ©5jettis«{*tfc{4'e©ig<i:©5J£; 

T (0>Ix.{f2 0-5 or) x^mKmririo 
CO 0 1 2] -f&.-^ CI V] XT^^tiiiJ fi'^^ymt^ 

14s r ^ y * •>''^SXI4zKKS©«SIS<i: L 

Tai»fflt<^ij,nsfc©T'*n»f(r^-rnfc^r-#So r 

7 X -^i'e*aT;i'3 + ;i':K-;uSA<a&{f i^nSc * 
';<£ISt;u+;p-> i;;pS> 7x->'ufifilT-'i'3 + ->*;u 



'iJv'ij^k^^ CIV] ^ffli^njf. 

^ Cn ^?iSc:<!:d<-C§So 
10 CO 0 1 3] fiis. *HJiisffl«lci>i^r. ■(gfiiT;p+yi'S 

m=l5'^- i'-f ^I'Sx '^^ 'y)\'Wli^om.m'&L 1 ~ 6 
So <ffi»T;P3 + •>§<»: (4 y h + >S. xh+>S. 7" 

+ m^T' h + iym. mnjigy h + ^y^ 
<DK*» 1 ~ 6 om.mx\iiiimm.<o^(D=^mrri> 

*>©<»: U cn^>©-?-&. JftL<(4. ^|gi!tl~4© 

7*0 f*-;uSN ^f" >^^^ ^ y ■'uSs 

^ ^i'S^j:<!:*©^^SC 2 ~ 6 (Dm.mt'5Htirtim^<DhO 
«-Si!*-rsfc©iU cn^>©-5-5, ff*L<{4, 
»2~4©fcO*iti!*-rSo 
30 CO 0 1 4] 

cnjs^j] o^jc. %fm^wf&,m^mifx-^i\zmL 

<^Bj-rso 

CO 0 1 5] nm^iji 

(1) T-fe h y 8 Om llw 9 - 1 Ko + ->x lirr^ 
VI. 3 1 gx <i;!k^»* y-^AB. 9g«-Jn;lx 

T> ^ h + ->S^ij^a K8 1 Smg^S-SiT-rSo ^fl 
•e 5 B#M5iE;^s •>• > ^i'* ^I'A T $ K 2 0 m 1 J£-Sn 
X.. aiat. iS^^^ET^tef So 

40 -i^-y ^'/-^i') T-«8S!Lr9-y l- + ->T-b l- + ->x 
•;>^T>f i^vS 2 3mg^||fe)K*iLTfiSo 
iR* : 4 9% 

(2) *S8 2 Zmg^ir wa^.i^M.-/ y -)u 

(1 : 1) ^i^^l 0 0ml ic^g^Lx /^yy^f^^^ym. 
2 6 Omg^-JDX.. 1 0»mS»f(^. «£ETT'«§J««-S 
*U glSlCx-T;p^iDx.WtilL/:t&*«-iaiRLx «fe 
teiitT9-> h + ->r-fe h + i^xij^T^ i/y© 
/ 9 yxji^Tt-. ygejfi 9 8 8 m g ^^fetd^i LTJf So 
iR*: 9 3% 

50 FAB-MS (m/z) :3 3 5 (MH\ ^ITMilifi 



(6) 

9 

NMR (DMSO-de) 5:2. 40 (3H. s). 
2. 7 9 (3H. s) . 3. 2 1 (3H. s) . 3. 4 
8 (3H. s) . 4. 4 5 (2H. s) . 7. 4 3 (1 
H. dd. J = 2. 0. 8. 8H2) , 7. 6 3(1 

H. d. J = 8. 8Hz) . 8. 18 (1 H. d, J = 
2Hz) . 8. 3 9 {2H. m) . 9. 8 4 ( 1 H. 

s) . 11. 8 1 (IH. NH) . 15. 1 (IH. b 
r s) 

[0 0 1 6] IIJfifi^J2 10 
(1) i^>-f.'P*;i'ATi K6 0ml iz2-> Y^'yf 
oy^t^Wil 0 Omg. 1 -t Ko + i/-s-yy'h i; rV 
-.'I'S 4 8mgiiJ;C/->'->^ n'N+->;i'A.'i'!}<i^'f 5 V 

I . 1 9 g ^finx.. ^g-r 4 nmmm-^o 9 - 

t Kn+->xi;7'T^ •Vi'-m^iSl. 2 0g. h'Jx 
^;ur 5 V 4 8 6 mg^-Jpx. MfiT-SftffiJ^^ao 5 
^S^^IcftKxf^yuS 0 0ml ^JDX.. affft. '^m^ 

7 A:^ n-7 h ^1^5 7 ^ _ ; ^ o o^^Pis-^ 20 

* + xi;7-7^^ i/yg 6 Omg^Hfet&^iLTjf 
5o 



1*M^6 - 2 7 9 4 4 1 
10 

iRsp : 6 9% 

(2) *iPd9 6 Omgi> ^ yx;u.t>yK2 6 4 mg^ 

iija0«ji- (2) tnm^w.mM.ti>z.t[z^ 

l?^ 9- (2-> b + ->7'o f^-^u^t+'V) xy7*r 
i'y©^ ^yx7P:hyKi^l 1 7 8mg^||fet»*i 

|R$: 9 6% 

FAB-MS (m/z) :3 4 9 (MH*) 
NMR (DMSO-de) * : 1. 5 6 (3H. d. J 
= 6. 8Hz) . 2. 3 9 (3H. s) . 2. 7 8(3 
H, s) . 3. 2 1 (3H. s) . 3. 4 8 (3H, 
s) , 4. 3 1 (1 H. q. J = 6. 8Hz) , 7. 4 
1 (IH, dd, J = 2. 2, 8. 6Hz) , 7. 6 3 
(IH, d. J = 8. 6Hz) , 8. 13 (IH, d. 
J = 2. 2Hz) . 8. 3 6 (IH. d. J = 7. IH 
z) . 8. 4 2 (IH, d. J = 7. IHz) . 9. 9 
0 (IH. s) , 12. 11 (IH, NH) 
[0 0 1 7] IIJIC»J3~8 

mti CttZJiiO TBS. 1 ~ 2 Oitm=i:%?>o 
[0 0 18] 



(7) 
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t& 

No. 




ROO- 


^ n ^ ^ 


3 


CH3O-C-CO- 


FAB-MS(m/2) : 363(MH'»^ 

2.81(3H,s),3.24(3H,s),3.38(3H»s),7.40(lH, 
ddJ=2.2.8.7Hz),7.64(lH.dJ=8.7Hz).8.12( 
lH4J-2.2Hz).8.39(lH.dJ=7,lHz),8.43(lH, 
ci,J= 7.1Hz),9.93(lH.s)J2.14(lH,NH) 


4 


CH3OCH2CH2CO 


m-MS(m/z) : 348{M^) 

NMR(DMSCky ^ :239(3H,s),2.78(3H^), 

2.93(2H,U=6.2Hz).3.l9(3H,s).3.36(3H,s). 

3.76(2H,tJ=6.2Hz),7.36(lH,dd,J-2.2,8.7Hz) 

,7.62(lH4.J=8.7Hz).8.09(lH.d,/=2.2Hz), 

8.36(lH,d,J=6.9Hz),8.41(lH,dJ=6.9Hz). 

9.89(lH.s).12.I0(lH.NH) 


5 


CH30CH2CH20CH2CX>- 


: 43%(9-tK D+yX'jr f t>OiR$), 

FAB-MS(in/z) : 379(MH^) 
NMR(DMS(>d^<^ :2.42(3H,s).2.75(3H^). 

3.17(3H.s),3.32(3H,s).3.56(2H.m).3.78{2H, 
ni),4.53(2H,s),7.40(lH4n),7.60(lH,d.J= 
8.3HzX8.14(lH,dJ=2.0Hz),8.36(2H,in),9.86 
(ias).12.07(lH,s).15.0(lHArs) 



[0 0 19] [^2] 



13 



(8) 



6-279441 

14 



No. 


" CH3 


RCO 


vo ^ m i$ 


6 


CHjCXX)- 


FAB-MS(tnA) : 32UMH*) 
NMRCDMSOdfi) 3 :2.34(3H.s)^.86(3as). 

3.29(3H,s).3.90(3H.s).7.53(lH,d<U=2,8.8 
Hz).7.68(lH.d.J=8.8Hr).8.33(lH.d,J=2H2), 
8.45(2H.s).9.98(lH.s),12.22(lH.s).15.08( 
lH.brs) 


7 


CHjOCHjCHjCWO- 


iR^ : 18%(9-t:f n^yiyr fiv/i^hOlfX.^), 

FAB-MS<in/z) : 365(MH+) 

NMR(DMSa<y « :2.35{3H,s).2.85(3H.s). 

3.28(3H.s).3.35(3H.s).3.64(2H.m).4.39(2H. 
in).7.53{lH.d<U=2.8.8H2).7.68(lH,dJ=8.8 
H2),8.33(lH.d,J-2H2),8.44(2H^).9.97( 1 H.s 
).12.21(lH.s),15.11(lH.bre) 


8 


OHCNHCHjCHjCX)- 


W : 34%(9-l:r t, CO IR^X 

FAB-MSCmyi) : 362(MH^) 
NMR(DMS(>dg) « :2.39(3H,s),2.78(3H.s). 

2.86(2H.m).3^0(3H^),3.55(2H,in).7.41(lH 
,ddJ=2.2,9H2),7.61(lH.d.J=9Hr).8.13(lH. 
brs).8. 1 6( lH.d J=2.2Hz),8.32( lH,brs),8.36( 
lH.d.J=6.9Hz),8.41(lH.dJ=6.9Hz),9.89(lH 
.s),12.1{lH.s) 



[0 0 2 03 ^JS^J9 t. J = 7Hz), 2. 79 (3H, s) . 3. 21 

(1) ^V^^u+wuAT? K 1 4 Omllc^^^u^J'-^pS (3H. s) . 5. 14 (2H. s) . 7. 2 9 (1 
*/-:y>Ouxxx;i/2. 1 4 l-kKn + ->-cy H, dd, J = 2. 1. 8. 6Hz). 7. 39 (5 
y'MjTV'-;ul. 3 Og. •>''>^D'N+->;p*;i/;j{->' 40 H. m) , 7. 56 ( 1 H. d. J = 8. 6Hz). 

7. 9 3 (1 H. d, J = 6. OHz) . 8. 11 (1 
H. d. J = 2. IHz) . 8. 4 4 (IH, d. J = 
6. OHz) . 9. 7 (1 H. s) 
(2) *u°p1. 1 8g<i:>^ v;^-'i'*yK2 4 3mgiS- 

^'y-^u-T-b by (1 : 10) «-»Dx.5o tfdlL/ctd 
^'S-iSDJU tejS-r-5CiJCj;t) 9- {A-i})^^'^u 



^ K 2. 3 8 g^inx.. ^fi-e4B#HHJi^-rSo ■:>tr^ 
-pg-t Kn+i/xy^r^ •>y2. 10g«-Jnx., 1 

t-SCiirj:(5, 9- C4- (-N-yi;;P;i-+->*;P;Jii 
-'I') T'^ ';^P5j-+i/] X ij7"-f^ •/y2. 25g*llfe 

•Rs^: 6 0. 3% 

FAB-MS (m/z) : 4 6 7 (MH*) 
NMR (DMSO-dG) * : 1. 9 9 (2H, m) . 



(9) #P¥6 - 2 7 9 4 4 1 

15 16 
ISS 9 2mg«-||fet»*i LTJfSo *s). 15. 0 (2H. br-s) 

"R^: 4 9. 5% [0 0 2 1 ] HJfiWl 0-1 8 

FAB-MS (m/z) : 3 7 7 (MH-) Mm-tim^it^m'S:m.m\B - (1) tmm\zmM 

NMR (DMSO-ds) 6 : 1; 9 5 (2H. m) . aLTTI^^3~50^b^«3*^l. ot, >T'K*SK^b^«!l 

2. 39 (3H. s) . 2. 43 (2H. m) . 2. 7 '^nmmS- (2) i[^^lc5fr>4!iaLTTiaS6~8 

4 (2H. m) . 2. 77 (3H. s) . 3. 19 (3 ©-ft^^il^Jf So 9- (2) T-y ^ ygjcfti^ 

H. s) , 7. 38 (IH. dd. J = 2. 0. 8. 8 ^icl. 5~3aacDi§iSK'^fflt^Sig6^?^!l^b^^^!|CD 

Hz). 7. 6 0 (IH, d. J = 8. 8Hz). 8. mMik^m^tlio 

11 (IH. d, J = 2. OHz). 8. 34 (IH. CO 0 2 2] 
t. J==7Hz). 8. 40 (IH. d, J = 7H 10 [^3] 
z) . 9. 8 7 (1 H. s) . 1 2. 0 7 (IH. * 



m 

No. 






¥0 ^ i& ^ 


10-1 


Bzl-OOCCHjCHjCX)- 


: 70%. 

FAB-MS(in/z) : 453(MH*) 
NMR(DMSO-<y ^ :2.79(3H^).2.83(2H 

,m),2.96(2H,ra).3.20(3H,s),5. 1 8(2H,s), 
7.23(lH.ddJ=2.2,8.7Hz),7,3-7.4(5H,m 
).7.56(lH,d»J=8.7Hz).7,93(lH,d.J=6.0 
Hz),8.07(lH.d,J=2,2Hz),8.44(lH,d,J= 
6.0H2),9.70(lH,s).l 1.46(1H.NH) 


11-1 


Bzl-OOCCHjCXXXTHjCHjCa 


: 70%, 

FAB-MS(nVz) I 511(MH+) 
NMR(DMSO-d(5) ^ :2.79(3H,s),2.87(2H 

,ra).195(2H.m).3.21(3H,s),4.83<2H.s), 

5.20(2H,s),7,28(lH,ddJ=2.1.8.7Hz), 

7J8(5H.m).7.56(lH,d,J=8.7Hz),7.92(l 

H,d, J=6.0Hz) ,8 . 1 0( 1 H.d.J=2. 1 Hz), 

8.44(lH,dJ=6.0Hz),9.69(lH,s)ai.45( 

IH.NH) 


12-1 


Z-NH 
1 

C2H5CHCHCO- 

CH3 
(N-Z-l^De-) 


iR^ : 56%. 

FAB-MS(m^) ! 510(MH+) 
NMR(DMSad^ 8 :0.96(3H,m).1.07( 

3H,d,J«6.8Hz), 1 .4( 1 H,m). 1 .6( 1 H,m), 

2.05(lH^),2.79(3H,s),3.l9(3H,s), 

4.32(lH,m).5.20(2H,s),7.24(lH,in),7.4 

(5H.m).7.59(lH.d,J-8.8Hz).7.95(3am 

),8.45(lH,dJ«6Hz).9.70(lH^),ll,48 

(lH,s) 



Bzl:^>V;i/^ 



17 



CO 0 2 31 



(10) 



* * CS4] 



6 - 2 7 9 4 4 1 

18 



m 


O 
0 

R-C-Q 




No. 








ROO 


^ ^ m ^ 


13-1 


Bzl-OCH2€3> 


: 53%, nib 

FAB-MS{m^):411(NH*) 
NMR(DMSCM5)^ :2.79(3H,s),3.23(3H,s). 

4.55(2H.s),4.71(2H,s)J.3-7,5(6H,m),7.58( 

IH. dJ=8.6H2X7.92(lH,dJ=6.0Hz).8.17(lH, 
d,Jo2.2Hz),8.44(lH.dJ=6.0H2),9.70(lH.s). 

II. 47(lH.s) 


14-1 


Bzl-OCX:(CH2)5a>- 


jR^ : 64%. n^BM 

FAB-MS(m/z):495(MH^) 
NMR(DMS<>d5)<y :l.43(2H,m),1.67(4H,in), 

2.42(2H.U«7Hz),2.64(2H,t,J-7Hz).2.79(3H,s 

),3.21(3H,s),5.11(2H^),7.28(lH.dd.J=2,9Hz) 

,7.37(5H,m)JJ6(lH,dJ=9Hz)J.93(lH,d,J= 

6Hz).8.08(lH,dJ=2Hz).8.44(lH,dJ=6Hz), 

9.70(lH.s).11.47{lH,s) 


15-1 


CH, 

BzlOOCCHjCCHiCO- 


JR^:55%.«feJ&* 

EI-MS(in/i):494(M'*^ 

NMRCDMSCky d :1.21(6H,s).2.58(2H^), 

2.73(2H,s),2.79(3H,s),3.19(3H^),5.14(2H.s), 

7.24(lH.dd,J=2.2,8.7H2),7.3-7,4(5H,in),7.53 

(lH.dJ=8.7Hz)J.92(lH.dJ=5.9Hz),8.04(lH. 

d.J=2.2Hz).8.44(lH.dJ=5.9Hz),9.69(lH,s), 

11.45(lH,s) 
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an 

M 
No. 




RCO- 


Vn ^ H ^ 


16-1 


CH3 

BzlOOCCH2CH2CCX> 
CH3 


m : 54%. nmM 

FAB-MS(m/z):495(MH'*^ 

NMR(DMSO-cy 6 :l,36(6H,s)^.04{2H,brt. 

J=8.1H2),2.54(2H,brt,J=7.8Hz)^.79(3H.s), 

3.20(3H,s),5,13{2H,s),7.25(lH,dclJ=2.3. 

8.6Hz),7.32-7.41(5H.ra).7.56(lH4J=8.6Hz) 

,7.93{lH.dJ=6.2Hz).8.04(lH.<U=2.2Hz), 

8.44(lH.d,J=5.9Hz),9.69(lH,s),11.47(lH,s) 


17-1 


B2I.OOCCH2OCH2OO 


: 37%. 

FAB-MS(ra/z):469(MH^ 
^nVIR(DMSCk^) d :2.80(3H.s).3.23(3H.s), 

4.45(2H,s),4.61(2H,s)^.21(2H^).7.3-7.45 
(6H^),7.57(lH.dJ«9Hz),7.93(iadJ=6Hz) 
.8.18(lH,dJ=2Hz),8,44(lH,d.J=6Hz).9.70( 
lH.s),11.47(ias) 
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% 


O 

11 


CH3 


No. 




KCO- 


m ^ m m 


10-2 


HCXXXH2CH2a> 


mm : if-mrym.^ : 77%, Kfe&Jic 

FAB-MS(ni/E) : 363(MH+) 
NMR(DMS<><y S :2.39(3H.s).2.69(2H 

.m)^.78(3H,8)a.91(2H,m),3.19(3H,s),7.36( 
lH.dd.J=2.4.8.8Hz).7.62(lH.dJ=8.3H2). 
8.09(lH,d,J=2.4Hz).8.37(2H,bnn).9.89(lH,s 
),12.1(lH,s).12.3(lH. brs) .15.0(lH,bis) 


11-2 


HO0CCH2O00CH2CH20O- 


mm : f9nH-yi^)^ : 83%, Slfy&* 

FAB-MSCnj/z) I 421(MH+) 
NMR(DMS<>d6) * :2.38(3H.s).2.79(3H^). 

2.88(2H,m);S.96(2H.m).3.21(3H,s).4.66(2H, 
s).7.38(lH.<ld.J=2.4.8.8Hz).7.63(lH,(J.J=8.8 
Hz).8.12(lH.dJ=2.4Hz).8.37(lH.d.J=7.3Hz) 
.8.42(lH.d.J=7.3Hz).9.90(lH.s).12.10(lH. 
NH).13.00(lH.brs).14.30( lH.brs) 


12-2 


C2H5CHCHCO- 

CH3 
(L-Ee-) 


mm : iff/xHy^^ : 79%, ITfeftj^ 

FAB-MS(m/z) : 376(MH*) 
NMR(DMS(>dg)<y :1.04(3H.tJ=7.3Hz),1.15 

(3H.dJ=6.8Hz).1.5(lH.in).1.7(lH.m)^.l4( 

lH.m).2.38(6H.s)^.88(3H^).3.30(3H.s). 

4.35(lH.m),7.49(lH.dd.J-2.8.8Hz).7.76(lH, 

d,J=8.8H2).8.25(lH.dJ=2Hz).8.48(2H.in), 

8.64(3H.brs).10.01{lH.$),12.3(lH.s).15.2( 

lH,brs) 
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O 

II . 


CH3 


m 




" CHj 


No. 








Rca 


«7 tt ii ^ 






MB : W : 74%. Sl-fe^* 


13-2 


HOOi^CX)- 


FAB-MS^m/z) * ?2irMH+^ 
NMRPMSOdL) d :2.77(3H,s),3.17(3H.s). 

4.42(2H,s).5.7(lH,brs)J.38(lH.ddJ=2.0, 
8.6Hz),7.61(lH.dJ=8.6Hz),8.11(lH.d,J= 

2.0H2),8.30(lH.dJ=6.7H2).8.38(lH,d,J= 
6.7Hz),9.84ClH,s),12.3(lH.s) 






i^m : mk^. : 8o%. n^&BM 


14-2 


HOOC(CH2)500- 


FAB-MS(in/z):405{MH^ 
NMR(DMS(>d^)5 ;1.45(2H,m),l.61(2H, 

m),1.74(2H,m),2.29{2H,U=7Hz).2.68(2H 

,U=7Hz),2.77(3H.s).3.18(3H^),7.35(lH, 

ddJ=2.9Hz),7.59(lH,dJ=9Hz),8.07(lH.d 

,J=2Hz),8.31(lH.d.J=7Hz).8.38(lHAJ= 

7Hz),9.85(lH,s).12.1(lH,br),12,3(lH^), 

15.7(lH,brs) 






Mm : ^Wt^. iR^ : 73%. 


15-2 


CH3 

HOOCCH2CCH2CO- 


FAB-MS(in/z):405(MH^) 
NMR(DMS(>d^ 6 :1.23(6H.s).2.44(2H,s), 

2.77(2H,s),2.82(3H^X3.23(3H,s).7.37(lH 

,ddJ=2.2,8.7Hz).7.65(lH4,J=8.7Hz), 

8.10(lH,dJ=2.2Hz),8.37(lH.d,J=7Hz), 

8.41(lH.d.J=7Hz),9.89(lH.s).l2.3(lH.s). 

15.6(lH,brs) 
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m 
m 

No. 


O CH3 

" CH3 


RCO 


IS ffi ^ 


16-2 


HOOCCHjCHiCCO- 
CH3 


mm : : 90%. nfeu^s 

FAB.MS(in/z):405(Mir*") 

brt.J=8.1Hz).2.40(2H.brtJ=8.1H2).2.81( 
3H.s).3.23(3H,s).7.33(lH,dd.Jo2.2.8.6Hz 
).7.63(lH.dJ=8.7Hz).8.06(lH.d.J=2.1Hz) 
.8.35(lH.dJ=7.0Hz).8.40(lH.d.J=7.0Hz). 
9.90(lH,s).12.32 (IHj) 


17-2 


h<xxx:h20ch2c6- 


FAB.MS(m/z):379(MH*) 
NMR(DMSO-d^ a :2.84(3H.s),3.26(3H,$), 

4.29(2H.s).4.60(2H^).7.45(lH,dd.J=2.9 
Hz).7.67(lH.d.J=9Hz).8.24{lH,d.J=2Hz). 
8.39(IH,dJ=7Hz).8.43(lH.dJ=7Hz)^.93( 
lH,s).12.35(lH.s).12.8(lH.brs),15.6(lH. 

brs) 


18-2 


HOOCCHjCHjCHjCO 


MWi : msim, iSLm : 45%(9-tr u^nv t 

FAB-MS(ni/z):377(MH*) 
NMR(DMS(>d^) S :1.96(2H^),2.44(2H,t, 

J=7Hz),2.73(2H.C,J=7Hz),2.75(3H,s).3.16( 

3H,s).7.33(lH,ddJ=2.8Hz).7.57(lH.d,J= 

8Hz).8.07(lH.dJ=2Hz).8.30(lH,d.J=7Hz) 

.8.36(lH.d.J=7Hr).9.82(lH.s).12.2(lH. 

brs),12.25(lH.s).15.6(lH.brs) 



[0 0 2 8] nmi 9 

(1) N- (t-y^ + ■>*;^.i^i/^) ir;i'3->y9 1 
8mg, 9-t Ko + i/xiJ^T^ i'vg 1 Smg^S-H 

iS0ij9- (1) twimizKfmmu 9- (N-t-^ 40 

^T'fi'Vl. 0 5g«-||fet&*iLT»So 
|R5|J : 6 9 % 

FAB-MS (m/z) : 4 3 4 (MH*) 

NMR (DMSO-d,) d : I. 4 6 (9H. s) . 

2. 7 9 (3H. s) . 2. 9 8 (3H. m) , 3. 2 

1 (3H. s) . 4. 3 2 (2H. m) . 7. 3 1 (1 

H. m) . 7. 6 0 (1 H, m) , 7. 9 3 ( 1 H, 

d. J = 6. GHz) , 8. 0 9 (1 H. m) . 8. 4 

4 (1 H. d, J = 6. GHz) . 9. 7 (1 H. 50 



s) . 11. 



(2) *fpl. 



5 (IH. br-s) 
0 0g^v''3»•+1^y 1 Oml icjnx.. ^? 
^»lC7X?^{g»T. 1 5 +1*- ymm 5 m 1 ^ 

Snx.io Sl&^^^fiTS^fflfflJf^x-r/pl 0 0m 

0^ 9 ->-?'-'i'T5 / r-fe h + ->x yT-r^ i/ycD2ifi 
K1S8 5 1 mg^-Hfeta^i tT^lSo 
iR* : 9 1 % 

FAB-MS (m/z) : 3 3 4 (MH*) 
NMR (D,0) 6:1. 8 8 (3H. s) . 2. 0 1 
(3H. s) . 2. 9 9 (3H. s) . 4. 38(2 
H. s) . 6. 5 7 (IH. d. J = 8. 8Hz) . 

6. 7 9 (1 H. dd. J = 2. 0. 8. 8Hz) , 

7. G 2 (1 H, d. J = ''. GHz) . 7. 3 5 (1 



27 

H. d. J = 6. 8Hz) . 7. 5 7 ( 1 H, d. J = 
6. 8Hz) . 8. 4 4 (IH. s) 

[0 0 2 9] nmz 0-2 9 

mtimmtm'S:nmmi 9- (d tmrn^zixm 
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m 

No. 


9 ^3 

" CH3 


RCD- 


ia 


20-1 


CH3 
Boc-NH-(|;-CO- 
CHj 


m : 55%. 

FAB-MS(in/t) I 448(MH+) 
NNm(DMSa^ 5 : 1 .49{9H^)a.53(6H 

^),2.79(3H.s),3.20(3H,s),7,25(lH,ddJ 
=:2,2,8.8Hz).7.58(lH.dJ=8.8H2)J.64( 
lH,brs),7.93(IH,dJ=6Hz).8.01(lH,dJ 
=2.2H2),8.44(lH,dJ«6Hz),9.70(lHs). 
U.45(lH,s) 


21-1 


CH3 

Boc-NH CH OO- 
(N-Boc-L-A!a-) 


m : 66%, Slfe»3R 
FAB-MS(m/z) I 434(MH*) 
NMR(DMSCky ^ :1.46(9H,s),1.48(3H 

4,).2.80(3H,s),3.20(3H.s).4.32(lH^), 
7.27(lH,ddJ=2,8Hz),7.58(lH,dJ=8Hz 
),7.92(lH,d,Jo5.9H2),8,04(lH4J=2Hz 
).8.44(lH,dJ=3.9Hz).9.70(lH.s),lL47 
(1H.S) 


22-1 


CH3-CH-CH3 

Boc-NH-CH-Ca 
(N-Boc-D-Val-) 


: 73%. nm^ 

FAB-MS(m/z) : 462(MH+) 
NMRCDMSO^y d : L07(6H,d J=6.8Hz 

),l-47(9H,s),2.26(lHjn),2.79(3H,s), 

ll9(3H.s).4,l3(lH.in),6.64(lH,brd), 

7.26{lH,dd,J=2.0.8.8Hz),7.59(lH4.J= 

8.8H2),7.92(lH;bnI),7.99(lH.dJ=2.0 

Hz),8.42(lH,ra).9.69(lH,s),n.48(lH.s 

) 
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n 

No. 


0 CH3 
^ CH3 


RQ> 


^fc S If 


23-1 


Boc 

(N-Boc-L-Thiopn>-) 


«^ : 77%. Slfe*^* 

FAB-MS(in/z) I 478(MH*) 
NMR(DMSad^ <y :1.49(9H,s),2.79(3H, 

s),3.2l(3H,s),3.60(2H,m).4.52(lH,dJ= 

9.0H2).4.63(lH4J=9.0Hz)A99(lH,m) 

,7.30(lH,d(U=2,9Hz)J.61(lH.dJ=9 

Hz),7.93(lH,dJo6H2).8.08(lH.brs). 

8.44(lH.dJ-6Hz),9.70(lH,s).ll^(lH 

s) 


24-1 


l-Bu-OOG-CH-CHzCHzCp- 

Boc-NH 
(0>-t-Bu-N-Boc-6-L-Glu-) 


: 59%, 

FAB-MS(nVz) : 548(MH+) 
NMRCDMSO^y a : 1 .42(9H,s), 1 .44(9H. 

s). 1 .95(lH,in),2. 1 1 (lH,iii).2.7-2.8(2H, 
m),2.79(3H.s),3.22(3H.s),4.00{lH,m), 
7.29( 1 H,dd J«2.0,8.8Hz),7.57( lH,d, J= 
8.8Hz)J.93(lH,dJ=6.4Hz),8.12(lH,d, 
J=2.0Hz).8.44( 1 H,d, J=6.4Hz).9.70( 1 H. 
s). 11.46C1H^) 



Boc : t-y h + -> * ^UjK-^-S 
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